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PROBLEM TO BE SOLVED: To provide a medicinal composition of an 
anthranillic acid derivative having improved light stability and 
solubility. 

SOLUTION: This medical composition is characterized by containing at 
least one compound selected from compounds represented by the formula 
I or their pharmacologically permissible salts and at least one compound 
selected from compounds represented by the formula II or their 
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pharmacologically permissible salts. 




[0003] 

As a representative anthranilic acid derivative, tranilast 
[N- (3, 4-dimethoxycinnamoyl ) anthranilic acid] is cited. This chemical 
drug is used as a therapeutic agent for allergic diseases, for example, 
as an agent for oral administration for bronchial asthma, allergic 
rhinitis and the like. In addition to this, there has been a report 
that it is also useful in ophthalmology, for example, in vernal 
conjunctivitis and allergic conjunctivitis by oral administration, and 
at present, it has been placed on the market as an eye drop for allergic 
diseases . 
[0004] 

However, in general, such an anthranilic acid derivative is 
extremely unstable to light, therefore, it has been extremely important 
to secure the stability of a preparation against exposure to light during 
production and after opening the container. In order to stably store 
a preparation containing a pharmacologically active substance which is 
unstable to light, light shielding means, for example, use of a brown 
container or a packaging material such as a light shielding bag or the 
like has been taken. However, such light shielding means is not 
sufficient in some cases, and during production at which a container 
or a packaging material cannot be used, there is a fear that such a 
substance unstable to light may be decomposed. Further, even when such 
a substance is applied, it is almost impossible to use it under light 
shielding conditions. Particularly, in the case of an agent for local 
administration, after a chemical drug is taken out of a container and 
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applied to the skin or mucosa membrane, the chemical drug is eventually 
exposed to light in general, and photodecomposition of the chemical drug 
at the site of application cannot be avoided. Accordingly, 
stabilization of such a chemical drug unstable to light has been strongly 
demanded. 
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^ b— y^/vyi/, ypyu—*^ 7-7^;—*, ^ 

[0 0 4 5] mttiM : T9tfTxfA, X'y^Jf 

T/^Vi, r^Miy, r^F7^ 
— i*9^>\ =*9— ^y^>\ V s 

Recommit. =9*^>\ ^<v>, ^y/>r 

b\ ^Jy5l«, t7/ppy8, =*v 

Ko-ff y*t, i?y^ b\ y^viHr/un — :n^vu 
ir/i^n — b ^r^^-^/W-fe^n— b Kn^rV 

^3-/1/ xtiM&trfitm) > #y^n/w 

t'ny v^nri- /K # y tf xi/V-y # T 2 V 

b, #!J7^y;^ ^/w^>ixtfn/^y % 7^y 

y#«». ^rf-^fy Xfrtf 

[0 0 4 6] #ffiffitt^J : POE-POP^p 
—235, Ttfa^l^ — 188*?), ^/7^!)/>8POE(2 

o)y/utf^> (/tfyy/w<— b20), ^/^f7yyg! 50 
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poe (60) y/wtf* > (zjfy y/w<— b6o), ^y^-u 
-Y y»poE(2o) y/utr ^ v(#y y/v<— bso)^<£>p 

OE y/^tf^^gW^^T^/^, POE (60) b *v 
yffifOPOESftt^yi, POE(9)7^/^ 
f/^O POE T/W^yl^x-f/l/S^ POE (20) POP 
(4)tf;i/x-7/^|OPOE • POPT/^x-t 
/HH. POE (10) / ^/U7 x ^/Wx-f POET 

T/v^r/^^T^ y xf /^y (D^i) yyS, 9^ 

y a-v^ f/v7 5 y mwt^*<< ^mcomm^^f 

>t $^sv^Mm<omi&ftmis&m. POE(io)7^y 

;Vx-r^ y b y p A^CD POE T/l^/Wn— 

^yy»R^(Dl, 7^n^;wf^77xythy 

aS^lfclfi, N-nn^y^ fvl^ # y b y $>J±^(D 

N-rv/^^yl, h7rty^;^y*t b y 
^A^cD^/p^^m, 7?y/«thyi?^7 
/v^svmmM. p o e (3) 9 # y TvMKSfc-*- b y 

9 A§© P O E 7/V*/Vx-f a-^I/y^ 
5 0 POEtt#yt*->xf POPii#y«y 

[0 0 4 7] • fit* • ®«^J : ^9**S^ 
$SSi^f/K /^t^ri/glS^xf/K /n°9^^t 
^IfS/ni^/K ^7t*^SAS^f/K 

A, ^ft-O-if h — r>A. Ifttf/Wt°y v^x^A, ^ 

^ir^v^fcfy v?^T>iN, ^n/w^^r^^^, ^y^^-y- 
yfwyt77^K, 7;^*y7^xf;^yy 

n^^y— /w, >fy7 p n/V-;K m^y— /v, ^zcy 

^^a^nA, fynf-;K Kya - K, y^fc: 
KoftS, ^ nyu^riy i^y — ^ ^aa^ 
7^y — /i^. i///wyy, ^-/^ hy^x^i^^y 
— /w, >f y7 p nt>yf-;w7xy-/K ^^e— /w. by 
3^*-— /k ^/^7 ^ >\ y ✓ J f— A, 9^ Y*7=lV 
v n hy^afy, 8-t Kn^y^y y y, {/yf^ 

^^y/W^, ^ob 0 ^-^. ^^tr 0 

7}-^, y/nfyH, y^t f y|FBn^y a 

n^/W^y^, ^T^lstfV— /K ^y^vyB, 5- 

yf7/y ^- 3 -7j-y, 
2-yf;^-4-^yf7/yy-3-ty, ^y yy 

y Koxr^A (Tjfy ? TV 9A-1) , Glokill (itiB 

y (^y/^yf^y^x^A^ny^ K) , 
^ttM) , wscp (ma«, #y[^^^^u^ 
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?jJ«9 hy-XttK) ) , K^T^Kib-g* (=>*^riy 
[0 0 4 8] pHfHKW tttt. ¥L^, 

mm, ?^>m. m^m. ^5 

^ N ^/P=i^gg, 7-^/1^ If tf-^gg, ssi, 

g£, 7 jtfyyvK, * 

■7- h y * a, f. y <7A, *iMb* y *«-fb 

-T-hy^A, 7]<$Hb7J/l^><7i>.. TK^b-^^v^A, 
^/x^/-;U7Sy, h!)x?y-/v7?y, y 
zfas<S — /U7 $ >\ h y y/c/V- ^7 $ y\ y 

[0 0 4 9] ^35<b#J : ^!)tyy« T'n If u 

y^y a-;v^©#Hfi7^3-/W 7h^t, -w— h 20 

[0 0 5 0] ^fV- h^PJ : 09*.tf, 3^*Mfc s 

gfc, xnyy^Bfe, -*i^*y>-g^ ^yy«, 

^/Hfygg, ny^gg, hy t Kn*->yf/v7?/y 
= h y n h y g£g§, i-tKD^i^y-1, 

[0 0 5 1] : Jjf 

y7^!)/i-isw<Dii, #y if=/vT/w=— # 

P e^/Hfo !) Ky> */^=¥^tf=yVjHl>-^— , #/y 30 
stf^W^vy-fe/yn — f> y t Ko^nf 

=¥^®?-^-hy^A. Jj?y ai^U-y^-^^ h\ T^ifT 

[0 0 5 2] tHffiT/l'a — /V- : Mxll if V ir V >\ y 

/nf I — /y N yBfwy^ya-;K ;#y ai^y-y^y 
=»— A\ i, 3— y^w-y^y a\ ifi'^D^ 
— /y^^s^jf e>ttSo 40 
:ffl*.if, Tk^bT/y^^^A, *BMbr/w5- 

y/nfyg* y !>a 
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ndfy7;v^'>A7 $ y Tirx— K -g-^t Kb^/v 

BaRftl : #a-y y\ -<y k BMfc^* 

y, fefc^lHfcSsW 5)^5. 
[0053] MSIJfijis : 09*.tf, ifrfls-*- f* y tyJ^s m<b 
* y mm-r h y ^s^pst- h y *ft 
#7yy>7A, mfcr?^?^ V y8**t h y £ 
a. y y^7k?ifz:-7- h y jiy^-Ay^ 
^^-*^7- h y -7 a, h y vj»^&mf e>*vs. 

I — /y, *y?;K /w, 

4 am, n-X?ft, ^-?yF«« , «Sf^#^J 

•fnjjjlsm m*to7L2>Z. t^T#So 
[00 54] *^^W|S^1^%|^, 04 bV^^«T♦fo 

H5.0~9. 0, $f 4 L < (45. 5~8. 5, fttlfi L< 116.5 
~7.5-efc5„ g^JIti, 1 0 0~ 1 2 0 OmO s m, 
L<lilOO~6 00, L < it 1 5 0 ~4 

0 . 3 ~ 4 . 1 , L<(4 0. 3 — 2. 1 , 
»*U<»0. 5~1. 4tSffe5. pH-^ftSilO 

[0 0 5 5] 43&9J<Z>BSiiBj$4fe»:, ^*D<D^ffiiCj;?> 

tKs S^Sn^Srfflv^ h7= 9^ htiliflEiifiiEsSi-e 

[0 0 5 6] 
[0 0 5 7] 



0. 
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1 3 
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0. 


7 5 
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0. 


5 0 
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0. 


1 0 
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lOOmL 
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mmm2 (mm) 
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pH7. 



p H 7. 
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m^^-h y *a 
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lOOmL 






0 08HftAKX*ftfc. io 
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h ^^^^ F 


0. 
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0. 
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g 






0. 
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lOOmL 
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[0 0 6 0] 




















0. 
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0. 


1 
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0. 


7 5 


g 




y/nfv»* y £ a 


0. 


1 0 


g 




*s£ft^ h y 


iiiiJk 
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lOOmL 








[0 0 6 1] 




















0. 


5 0 
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0. 


0 15 
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1 . 


8 0 
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0. 


5 0 
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0. 


5 0 
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0. 


0 0 5 


g 




#y y/w<— hso 


0. 


5 0 


g 




*iMt-?- h y 












mm 










lOOmL 




SSJBEJfc 1 . 


0©B«4AIWt1lfc. 


[0 0 6 2] 








we (mm) 












0. 


0 5 


g 






0. 


0 0 1 
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1 . 


3 0 


g 






0. 


7 5 
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0. 


1 0 
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0. 


0 0 5 
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Tjf y y/u~<~ h 8 0 


0. 
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pH7. 7, gSJEJtl. 0 <DMWt£m&m*mc* [0 0 6 3] 

mmm7 i&&m) 
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^ ^g£^ u/V7 ^=-"7 ^ ^ 


0. 


2 5 
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1 . 


3 0 
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0. 


7 5 
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2. 


0 0 
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^b^^if/i^ - ^ ^ 


0. 


0 1 


g 






0. 
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1 0 OmL 




mmj±vc i . 




[0 0 6 4] 






mm 


ft 8 mm) 












2 










10 0 








d — * W n/u^^r^^ ^ 


V 6 


as 








0 


. 4 


SB 






1 5 







5, Js 9 9 2. 6 

rtf-tr/v- 6 0 ^5 

7< >- h — fls 1 2 35 

^r7yy|v^i/t)A 12 a 

±m 1200 «u 

?Srffi^ffiV\ +»fcafPbfc«. 1T«LT. Ii4 0 0 [0 0 6 5] 
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3 3 3 


g 


d 1 -^^^^^m KU >- 
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2 9 0 
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g 


4>fUHfflfth y ^y-ty k 


12 7 9 
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6 7 


g 


#y y/w<— h 8 o 


16 7 
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2 5 9 0 
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nm\zm^\ -tf^^Bi^ttu mi o o o oibok 40 [00 6 6] 
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h7^7^ h 
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333 


g 


d l -MWt^^/^ysL h*V > 


200 
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2 9 0 
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12 0 
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12 7 9 
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2 5 9 0 


g 


*U «J1 0 0 0 0f@CD^ 


[0 0 6 7] 




1 («*^-fe/p»J) 
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SSI *rfp 
-PL ITS 


o r\ n 
o U U 
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1 0 
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10 0 0 


g 


U »100 Ofi^S*^ 


[0 0 6 8] 




2 (#C«#J) 








5 


g 




1 0 


g 


^y ^y ^>-s£ 


10 0 


g 


y ;i/T;V3-;v 


10 0 


g 


*Ky ^V^wv^fbfc^V* 


1 


g 




1 


g 


efey^r y v 


4 0 0 
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mm 




±m 


10 0 0 


g 




[0 0 6 9] 












5 


g 




1 0 


g 




9 


g 




mm 






10 0 0 


g 



tttU-CfciVN. [0 0 7 1] 

[0 0 7 0] jW60!l 1 4 ~ 2 0 [^ 1 ] 

_h!ESll6fli| 1 ~ 1 SfclRWBKLT* SI 1 (¥<fc : g/100 
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: g/lOOmL 





14 1 


15 


IS | 


17 


18 


19 


20 I 




*■!.} MWii :»vir.< -k-MWM :! fK'l > iWV 




0.5 


1.0 


0.5 


0.1 


0.5 


0.05 


0.08 




0.8 


0.5 


0.5 


0.5 


0.6 


0.05 


0.8 


iftrt) I r-t »j* ilk. 


"~ 




0.003 


0.003 






..7 




0.02 


0.03 








— 






~~ 


0.100 


0.250 


0.150 


, ~ . 








0.200 


— * 


_ — ,. 




0.150 




~ 


77t /T? =^ SWf )■ 


0.04 


0.04 


0.04 












0.001 


0.006 


~ .. .. 


0.003 


0.006 








0.050 




0.050 


0.100 


0.100 








0.5OO 


0.600 


.... ~~ 


0.500 




— 






2.00 














HCO-60 


— , 




0.05 


0.05 


"~" 


0.05 






— 




— 


■ 


0.100 


0.100 


0.100 


7*Pt* W Ja-fr 




1.0 


— 


— 


0,1 


~~ 


— 


i" 1l*=*t* v$VVK2& 


— 


— 


2.5 


2.5 


2.5 


~~ 


! 




0.003 


0.03 


0.03 


0.03 


0.03 


0.005 


0.005 




0.7 


0.9 


0.6 


0.2 J 


— 


— 


0.8 




0.001 


— 


— 


- 


0.001 


0.001 


0.001 




— 


— 


— 


— 


— 


0.100 


0.100 




0.001 


— 


0.003 


— 


0.001 


0.005 


0.002 






0.003 




0.001 


0.001 


0.002 


0.001 




US 


mm 


mm 






mm 






mm 


mm 


mm 






mm 












mm 


Sift 




mm 










mm 


mm 




mm 






0.03 




0.05 


0.03 


0.05 






0.07 




0.03 




0.01 




0.05 




mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


mm 




mm 


mm 


mm 


mm 


mm 


mm 


mm 


PH 


6.5 


1Z 


6.0 


6.0 


7.2 


7.0 


6.5 



[0 0 7 2] HIM2 1 (s<y7m) ^tu^f^u—sU 3. 0 g 





0 


. 5 


g 




4 y?xi/<j—jv 15 g 


id y^-i is 


1 


. 0 


g 




mm* mm 


#y t* vMkr v y vj* 


4 


. 0 


g 




±M 10 0 g 




8 


. 0 


g 






tfV± V is 


6 


. 0 


g 


30 






0. 


2 5 


g 




[0 0 7 4] WRMl ^7x^f b^—yxh 




1 


. 5 


g 






tfV y/\^<— h 6 0 


0 


. 3 


g 






mm* 












1 


0 0 


g 










% 




»I tt^^^l*^! Lf^t® (BB) 5r^Sb 














[0 0 7 3] J|5S#J2 2 {'*y*?m) 










t\ 2 5t, 5 0 0 OluxOJtSrfigft (*ft«tt*6** 




0 


. 5 


g 




gLight-Tron LT-120 D3CJM, ^tf »*tt») U & 




1 


. 0 


g 


40 


1 7f lux • hr. 2. 5 7Jlux • ha\ &t^5^1ux • h 


1 - * is h —fr 


1 


. 5 


g 




rO*l:i)tLfc Q *H8*t««c. «***4 0fflF»-»*i 




2 


. 5 


g 




»7A (Finepak SIL C18S, 0*^3t) SrfflV ^ 




0. 


0 1 


g 








5 


. 0 


g 




^#ft^r^ffl:LfCo h7^ ^^ht*. pH3. 0O20 




0. 


0 5 


g 




mM!) >wtm.mmwi/T± h=- bv/^mm (55:4 




0. 


1 0 


g 




5) Sr^Ittt, 2 5WlmL/min(OiiIt^ 




5 


. 0 


g 




UU 3 3 9 nmORMKi 5 tfettl LT«lj£Lfc 0 0 


#U7^ y /nwu^*fp* 


8 


. 0 


g 




**^2, ^ 3 tC^-Tc 




1 


. 0 


g 




[0 0 7 5] ^2 h^^tt 




1 0 


. 0 


g 


50 


«) 
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[*2] 



25 



26 



ram 

(g/L00mL) 


Q 


Ql 


Q2 


Q3 


Q4 


B 


S 


BB 




0.60 


0.50 


0.60 


0.50 


0.50 


0.50 


0.50 


0.50 




— 


0.2S 


0.60 


1.00 


2.00 


1.00 


2.00 


— 


^K26 


8.00 


8.00 


8.00 


q |V\ 
O.W 


9 no 

O.UU 






ft no 




1.80 


1.30 


1.30 


1.80 


1.80 


1.80 


1.80 


1.80 




0.75 


0.75 


0.76 


0.76 


0.75 


0.76 


0.75 


0.76 




0.05 


0.05 


0.05 


0,05 


0.06 


0.05 


0.05 


0.05 


x^Aj*60 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


igfi* 


31ft 


9ft 


3ft 


aft 


3ft 


3ft 


3ft 


3ft 


NaOH 


3ft 


aft 


mm. 


^ft 


3ft 


3ft 


3ft 


3ft 




3ft 


3ft 


3ft 




3ft 


3ft 


3ft 


3ft 


PH 


7.5 


7.5 


7.5 


7.5 


8.3 


7.5 


7.6 


7.6 




1.0 


1.0 


1.1 


1.1 


IS 


1.0 


1.1 


1.0 




o 


o 


o 


o 


O 


O 


O 


O 




o 


o 


o 


o 


O 


O 


o 


O 




* 


m 


m 


m 


m 


m 


m 




mtim&<Dh?~ ! 7Xhn&m (%> 




100 


100 


100 


100 


100 


100 


100 


100 


ana*** 

1^ lux-hr 


87 


91 


92 


96 


98 


96 


94 


100 


tftfl&Nft 
2.5^ hix'hr 


71 


76 


79 


87 


92 


77 


89 


100 


573 huL'hr 


44 


54 


61 


76 


83 


58 


79 


100 



313 Y^=.=7^h <D%<£l£>& 
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(g/lOOmL) 


R 


R 1 


R2 


R3 


B 


S 




0.60 


0.60 


0.50 


0.50 


0.60 


0.50 






0.50 


1.00 


2.00 


1.00 


2.00 




3.82 


8.82 


8.82 


3.82 








1.30 


1.30 


1.30 


1.30 


1.30 


1.80 












0.76 


0.76 




0.05 


0.05 


0.06 


0.06 


0.05 


0.05 




0.01 


0.01 


0.01 


0.01 


0.01 


0.01 




3ft 


3ft 


3ft 


3ft 


3ft 


3ft 


NaOH 


3ft 


3ft 


3ft 


3ft 


3ft 


3ft 


tm* 


3ft 


3ft 


3ft 


3ft 


3ft 


3ft 


PH 


8.6 


8.6 


8.5 


8.3 


7.5 


7.6 1 




0.9 


0.9 


1.0 


1.1 


1.0 


1.1 




O 


O 


o 


o 


O 


o 




O 


O 


o 


O 


o 


o 




m 


m 


m 


m ■ 


m 


m 






100 


1 100 


100 


I 100 


100 


100 


mm* 

115 lux-hr 


88 


86 


89 


97 


96 


94 


2.6# lux-hr 


69 


70 


80 


92 


77 


89 


ttJftttft 

67? lux'hr 


29 


48 


66 


86 


58 


79 



[0076] 2) RfS)tiia5»»t, ^iDnu^m. 



50 



\z±.w.tmmiz.T/u*mfti.ti$s;mm. (pc, pci, 

PC 2, PT, PU) «rffi*Lfc 0 z.ith<r>&MM\^ 
\^X\t. -m^^^^mt Lt, 2 5t, 2 5 0 01u 

fee t/tm^ik. i) tmmic h9=-7* vrntfrnzfem 
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[0 0 7 71 ^4 h*7~7* KD36SfcJQ4 (#y « 
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[S4] 



&8ft$ (g/lOOmL) 


PQ 


P B 


P Bl 


P B2 


PT 


P U 


P C 


PCI 


F Lis 


Jr 1 


f u 




0.60 


0.50 


0.60 


0.60 


0.60 


0.50 


0.50 


0.60 


Q.oU 


a ka 
U.DvJ 


A KA 


v?ra7-< y ^ 










0.60 










O.OU 










~~ 


~~ 




0.60 










A CA 




— 


1.00 


3.00 


4.00 






1.00 


3.00 


4.00 








3.00 


3.00 


3.00 


3.00 


3.00 


3.00 


3.00 


8.00 


o.OO 


O AA 


q nn 
o.UU 








3.00 


4.00 








3.00 


4.00 








1.80 


1.30 


1.30 


1.80 


1.30 


1.30 


1.80 


1.30 


1.80 


1.30 


1 OA 




0.76 


0.75 


0.76 


0.76 


0.76 


0.75 


0.76 


0.75 


0.76 


0.76 


0.76 




0.06 


0.05 


0.06 


0.06 


0.06 


0.05 


0.05 


0.05 


ft f\*Z 

□.05 


A AC 


A AR 

U.UO 




0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


A At i 




0.01 


0.01 


0.01 


0.01 


0.01 


0.01 


0,01 


0.01 


0.01 


0.01 


a m 




8* 


mm 


25 & 


mm 


mm 


mm 


mm 


mm 


mm 


mm 


if 




%& 


mm 
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